El @ # t 

JAPAN PATENT OFFICE 



PCT/JP03/02506 



04.03.03 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office 



m m ¥ n b- 

Date of Application: 

ffl J£ # * 
Application Number. 

[ ST.10/C ]: 

ffi m A 

Applicants): 



20 02^ 3^ 60 



2002-060618 
[JP2 002-060618] 



recd 2 5 APR 2003 



WlPO 



PCT 



-PRIORITY DOGT3MENT 

SUBMITTED OR TRANSMITTED IN 
COMPLIANCE WITH 
RULE 17.1(a) OR (b) 



'.i . % 



SS-V;,- . 



2 0 0 3^ 4 8H 



ft ff JT S W 
C ommis sioner , 
Japan Patent Office 



tows) u" 











ffiiE#-^ ffiSE# 2003-3024572 



#2 002 — 060618 



PMU&] 4WMR 

PAT1123 

[UmB] 3J5 6H 

[MtttflftMK) C07C257/18 
[38H8#] 

[MX»Jg^f] *OlHWIl»r&ftW 2 7 6 4 4 

[ft*] # 

[e-mxttjgffi] *ai**aiT&***w 2 t b 1 6 

[ft*] mi ssn 

immx^mmi *ai*»*w/h#w^« 2 6 3 4 #*i<z> 2 

[ft*] 8 «f3S 

[»«#] 

{&mxte%tfn ^ium«air^TH^iTB6#2 7# 

[ft*] H9ft 

[^#] 

[ft*] moi m- 



[S»M#^] 000003698 

[ ft* x tt*?w * oif t^xmm^n 

[^gStf*©^] 

[*»*«•#] 011268 

[ttftAff] 21.000R 

[«ffift#©B*] 

m 1 



1 



2003-3024572 



4#2 002 — 060618 



miE# 2003-3024572 




#2 002-060618 



mm*] wmw 
m^m. i ] 

at 11 




(1) * 

[-ft 2] 




(2) 5£ 
[ft 3 ] 

r^^, yhu @SI$tlTv^T%J:v^c 2 _ 6 T;l/^^'>*fe«C3_ 6 T;^>^^ 



1 



mSE^F 2003-3024572 



# 



iff 2 002 — 060618 



Kb 4] 



Z-O 




R 



8 



(3) A 



. J 

[ft 6] 





2 



2003-3024572 




#2 002 — 0 60618 



[0 0 0 1] 
[0 0 0 2] 

^i:^^ &17#, !£265K> 1990^) . 
[0 0 0 3] 

[#8i»#8¥& l «fe e» * f §^®] 

S (BKJ*fc«lt£<&, g!2M§, #277H* 1994^) . 
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# 
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m-frtoyjin-r-j-jim&jiyv* • (c. albicans) mo%&±t. 

StlTVN§ 0 (BSJ^ilflS^^ H28#, lg57JC> 2001^) . 

^ © ct e> ^ r < /j>»ic us ^ ti ^aa® v\ -r *i # izm&<n mm-tfn ;i s & & tr, 
z.mti&mx'&z mmtwt&m. H28^ rnsiic 2001^) „ 

[0 0 0 4] 



(1) * 
[ft 8] 
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(2) 5* 



lit 9] 




r^tp. Y&, gmStlTV^T : bJ;V^C 2 _ 6 T;^^l^>*^»C 3 _ 6 T;i/d- 



(3) g£ 
[ftll] 

Y b /=\ _ 



Hfcl 0] 
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[0 0 0 5] 

x^ ;w n-^nt?;w -f v^nif;i/, n-^;K sec-^;w >fV7"f^ t 

x^;k n-yntr;K -rv^ntr;i/> n-^;K sec-:/ 

?;i/;ra*^;i\ ?an*^;K ^n^^K ^na^f;K MJ7/I/ 
7tu*^)i> hHan^f^, ^nnxf;K y^noxf^, hu^anx 
^fc* # n n tvi/fc £©ttt^% b < u¥J-c 1 _ 6 

<z>tt««% b < tt^Sil«©c ! _ 6 yjizUct;- c L _ 6 yfr*jum& 
^ ;xfjvfeitF7^ J 7u¥)vte¥(Dnmtk*fetefr%im.W;<z>ys. j-c 1 _ 

[0 0 0 6] 

TUT-limm*. fc£&\Z, trx;w 7'J;K ^nKx;!/, -fy^n^x;i/ 
, ^-;k >fV^rx;i;, /s^p-fex;K ^\^x;i/^ J:^^^ 

x;i/^if©e^%b<^^^©C 2 _ ]_ 2 7^x;HI: ; i&MTJlfr— 
Mttt, fcfTx;i/, tu;k ^n^x;i/, -rv^n^x;v, ^x;v 



fBIiE# 2003-3024572 




t/ z u ^.y^jv, */$u s\*ri/ji% v<iti/# w\zf^jv%i E<dc z _ 1 t/^u 
7;i/^iS ; i/^n7;i/^;w^M^n tctz.it, t/9 w3u\£.)\,**v 

t<DC 3 _ 7 i/#UT)V*jv**ri/m* ; nrjv^r-jv^^t/mtit, fct 

[0 0 0 7] 

Tfr^vymtit, fctz.it, ^uy, -7u\?vy, -f^-i/y. T^vy&t 

<&^*i/Uy&Z<D&m&&L<&fr&mft<DC 1 _ 6 TJl*Uym* ; TJl 

T—vymtit, fctz.it, \Z~vy, zfui—vy. z-^—vy. l-zf 
V y <k tf-f V 7u 1/ y & t<DWiMtfc*> b < &##»ffi© C 2 _ 6 T JV 
V—vym*. i 

[0 0 0 8] 

TV-JV^tit, tctZ.it, MJ;i/£<ktH-:7?-;i/&£tf>a& ; T 

4 -*?-fr'<yi?)v&&z$i-y*)v*?'}]st£t<DT)vc x _ x 2 r;i>3r;i/ 

; TfrfeMTfrtrfrmtit. fctZ.it, ^yPJl, i?7i^^f^ hU 

-frmtit. tctz.it, 7x; &z$-r? h3f^#;t/^;i/&i? 

[0 0 0 9] 

y;i/:2 ^b^r^ xhdfS/, n-^n^^t/, -rv^ 

ntf**/, n-^hdri', -fV^h^X sec-^h^X tert-^h=¥^. ^> 

*)]s7t*i/&£<DMmW;$)L<it&&MW;<z>c 1 _ 1 2 rjvn^^m^: ; 
)ln*r*/mtit, fctZ.it, *h*i/. xb^S/, n-zfntf**/, <iVZ?Ui& 



ffifE^F 2003-3024572 




n-:/h3f >>#;V3tfx;K >f y zf h :3f >>;fr;i^x ;W sec-:/ h )l 
[0 0 10] 

* ^/£J:tFxh^w^y&£<Dtt$^ 
£;Lk£. *^;i/T^> x^;i,y;*>>, 7u¥)VT$J. 

, fefc^fi ^^;i/T^y, x^;i/r^y, •juvjirs.j, y^^^r^s* 

^;vy^ y ^x^;i/T^ ;xf;^<):^f;v75 ./ ynt^u&if© 

^y^fcte^-c x _ 6 y;i^;vy^ j-c 1 _ 6 y;v3f;i/g£ ; ®t7;^u 
Tomtit, fei:^.^ *^t/>. xfjf>> yn tf yf^^i^-fv^nt? 



m!£# 2003-30 2. 4572 




[0 0 11] 

^s;-;k >r$#yy;K t?^i/y;K try*?;K ^h^t Fntry try 
^ *)vfc y -;k ^t^** y ~;k ^ u s?-;k rh7 

> ^yyy;K ^b^yy;K 9-y&y*SVfr. trny~;K >f5^yy-^ 
-f^#yy$?-;K t°^yy-;K tr^yy^n;^ ^y-zi/fc^tM^^vy 

£©«9tfc^frr«l*3US-?fc 1 oJSU:©^f}IM^&#<fr> 2 £&C1 
[0 0 12] 

yy^n;w >r>Fy;w *>x>f s*vy/i/, ^>x*^*!/i;^/, «yi/* 

X^, 2 ,3 -*?t Fn-OytTO y>H/, 2,3-^Fn-4H-l-f7t 

y^;w 2 ,3 FnK>y75-^, [b] s^^-fr— /K -f ^ # 

y [2, 3 -a] t°y^;K ^> V Cb] t^^^-;K ^n*-;^ >fy^y 
yy;K >fv^f^'J^ ^r^yyy;K w^^'JM try#s?-;i/ 
, >f y-f >ku ;i/£J:tf>f y^y y ^g&^^t&^J&^aM^i^fc ut i 

[0013] 

«**5£#/i/>K:^/i/36fctt, fc£;tfc£, 4-tKn^>>-2- (5H) -79 

9 ffit#2 003-30 24 5 72 
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m&zoTisjvm* ; yi/n?y§ smtiz. fcfr^jvy*;. y^ 

J\,T$J. zfUifX-fl/T $ J tS&ZfizfrV JIT $ Ji&Eom^teC x _ 6 Tf 
[0 0 14] 

nftys.s&t.\t* mma&tfiysjia&xt^&m&nftyssma 

^1**17?% £ <, *fcS«EatWK:S6»K:i fettle ftJB^cDSBWK^ MKSUS 
#St$>ot%2~3»&ot%J:<, 3 T^U^>-1 

->r;i/, yttvy- i -- f/w tfn y i ->f;K t?n y i --f ;k 
trn-;i/- l ->f;K $?t Fnb? y i if^y^v, ^nFnyf 
tr>- i — f ;i/&£t)^;i/fc Fnriftr>- i — r/i/fcifcDMi&lgc^ififc^ 
Sia5fD*fc«^«lfti©J^«^3~7JlCDat^T5y3£; -f s i — f;v 

> >f^#vy*?>-i — ok >f3*vy >- i --ok tr^yy i --f 
;k i --f ;k i , 4 - £/ 1: f n tr v ^ > - i - -ok 1,2-sJt: 

Fntry 5. 1 ->ok Fntr^^>- 1 — f ;kjs j^jft^tf^y 

>- 1 -4 jite£<Dm.mm*2m*mtz$m%fciz*Mft<D&&&a~7 
m^y^J^; 1 ,2 ,4 - h y y\t-to- 1 ->ok 1 , 2 ,3 - h y ti/-;v- 
1 ->ok 1 ,2-^ti Fn- 1,2,4- by yvy- 1 --OKfc«fctM;i/fc: F 
d-s- hyrs?>- i->f^/3&^©SiRiR-?'3«jK±s:^ , rs«ifii*fe«^«i 
ftt©***3~7*<z>3t:Ky5 ;g ; m^'J s?>-3 --f ;k >fvt*i^/ 
!)^>-2->f^ =e^^yy, ^ryy^>-3 — ok >f v*-yvry*?>- 

2 — OK ft^'JA sft^tf-^pjfcy >-4 — f/Kfc.fctf 1 ,2 ,4 

yvyvv y- 2 ->f ^*^©s*iK^^^ife*iS^fe*tjt«6j|jBC^e>atf 
tis^nM^ 1 ~4 -f@^^st&3m*fci±^ll5Fn<z)#-^3 ~ 7 i©it7^ 
;i;^y-r>K'j>-2->f;K > f y > - 1 - -ok 1 h — f >#v-;v 
-1 — ok ^y>-7->f^Sj:iff N9tKn^;y>-i — oi/fc£fo>& 

1 0 tt}$E# 2003-3024572 
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m*fcittmi<D2~3m®.<Dm®.T$jm; &e>mc 5 -r-tfxtfn [2.4 

] /\^^^-5 — OK 2 , 8 — StyW i/^n [4.3.0] 8 — f ;t> 

, 3 -rftre/fn [3 . 1 . 0] ^^y- 3 ->t;k 2 -tf^f-y-- 5 , 8 -s; 
Tiftfs/^n [4.3.0] y^>-8--r;K 2,8-^Tif^.tfn [4.4] y 
2 ->f ;i/fe<fc^7 -rif i^^/^n [2.2.1] s\*7*y-i — ffrteif® 

[0 0 15] 

r;v^jv^7tmmt. fc£z.i£. x^;p^^-> n-^ntf;i/^^-> 

>f y^nfc?;i^;*\ n-^;i/^>*\ -ivrf^^Hr, sec-^;v^^*, tert- 

teUT^^^^t:^ fe£;U£> x^;i/^:*% n-:/nfcf;i^- 

vyntf;i/^^r, n-^;i/^3r, -fv^f^t, sec-^^^^ t 

^ntf^x^^-f-r.^, n-^;i/x;i/^-f -;k ^v^^x;v7^f-;i/, sec 

^V7*f;i/7x;i/*-^ sec-^;i/^.;i/^n;K tert-^;i/x;i/7i% 

^^;i/x;i/5^-;i/T^ y. x^;v7Wi/3ftx;i,y^ y , n -:/n t?;i/;*;i^x;i,y 
5 y , >r v^n tr;yx;i/^x;i/T^ y. ii-yf^7x;i/*-;i/r5 ^fV7*f 



f±SSE4# 2 0 0 3-3 
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[0 0 16] 

;i/^-f-;K ^V7*f;i/X;i/7^-;K — /I/, tert-^ 

g£&> fc£;tk£, *^;i/;*;i/3ft~;K x^;i/x;v3i>~;i/, n-7nm^ 
^smr;b^;i/x;i/^n;vr^ 7*£te> *^;i/*;v*-;by^ t\ :n 

)1>T S. J , n-^jv^jlfc—JlT^J, jy7^)VX)Vfc-)\sT$ A sec-;/ 
?-)VX)V7}s-)ir$ 7, tert- ^JVXJlfc-frT J ZTS-^y^frTsfrib — 

, tert-^;i/x;i/jj>n;b^;i/A^E^ J:t>^>^;i/^;b^~;i/7j;wt^^ ;u 



1 2 
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^;i/T^ y x/vfc—jv^ ^n^r^ ;xM-jK ^f;i^r^;xM-;b 

[0 0 17] 

M^?-, ^^^x^j^x;!/^-^^^^^ y :7;i/#n;*^;b*;i/;ftx;i,;f 3f ^&£f 
[0 0 18] 

7oix;b) ff-Jl&tKDTJVyjvirJim ; Tiz^l/*^^ «*> !/-f 
nxfMt'0Any;-7^M; 2- ( h y *^;i/*/y /b) x^;b&£<z> 



l 3 
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ifcoru-^^^-T;!/^;^ ; 1 , 1 2 -^n^x;v, 3-*^ 

3 -7 r ^=-)l&&tf7 U if© 7 )\s>T ; tebtflzhV V )V 

, b y x^;i/-> y ;k h'MV^n y ;k s?x^;w y :/a tf/i/5/ y 
tert-y*^;i/^^^;vi/y ;w tert-^^-zi/s^x— /i/S/y ^7i-wf 
;v */ y J: tftert- h^i/7i x;u^ y £<z>*g|2/ y if # 

[0 0 19] 

x;k Ky V i/jjjltfi—jV, 2 -x^;i//\3r*/;i/:fr3 1 £/:ft/l/5tfx;K p- 

/K tJn;1/^;K TiZ^l/, ^> % />f;K tert-^^/l/tf^rS/jlf/l/jR— tert 
h^ri/*;i/3Kx;i/ % p-* h*ri"<yi?Jl'yt*i/jti)Vtf—Jl, 3,4-*?* h 
*ct/Kypn,**r*/ jjjvtf—jv, 4- (7x-;i/7y) ^>^;i/^-^J/*;V5i?x 

-^*^;i/^n3tf^S/#;i^x;K >f y^njK^s/j&^sffxji/, 7#n>f/i/, x 
#>>x;w 75-;k n-f*/;iA l -7^y { f-jv>t^r^ij)v^=^ £tf8 - 
3V y )V^^i/^j)^-)lt^}£<D7iyJvm ; ^>^;K S?7x-;i/^ J: l>* 

hUfMi:<!!)r;i/rMM;^h*^^^ 'O^/ior^f:*^^ 2- 

;* b=3f £/X h=Sf 2,2,2-h'J7DnxKJ/^f^ 2 - ( h 'J * 

^;t/ $/ y x h dp */ ;* ^;t/£ £ TOP 1 - x h 3f i/xf;i/& if <£> y ;i/ 3 3f 1/ - 7 ;i/ 



1 4 
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, 2 -ti Kn^S/- 5-^aD'<>i; , Jf>feit) ! 2-t Kn^>>- l -^7^ 

r-fe^/i/S/^n^s/y^&^tf s , 3 -vz^ju- $ 

xftv )\stz£<DVT u b < i±^t;i/t;i/^;v*x^u as ; 5 -*^a 
- 2 -t^y-2H- i , 3 -^3f v-;i/-4 — f a-*^a& £©#^i^ 
&3t?£ y a * a a ; b y ^ ^ ^/ s/ y ;i/ j& if © ^> u & if if £> ti § = 

[0 0 2 0] 

*jn/***/i3fy&— ;k 3 ,4 t,/^^;^^*;!/^;!,, ;* 

^7:n:=7i/* h*5/#;i/aK— -Hz, 2,2,2-h'^nnxb^^M 
2 ,2 ,2 - h y ^n^xb^ri/^M-^K 2- ( b U **-/l/5/U /!/) a: 
h^i/^;V3^-;K 2- (7ix;i/X^*-jV) xh^ri/Wx^ 2- (h 

A^^iA, s-^^^^A^— A, 4-xh^i/-i-t7f;i/^J/ 

#;i/7tf:x;i/> 8 -^7 y;i/^- ;3 r^^;v^-^> y-fe^/w jk;i>^;k ^nnr-fe 

e;^nnTi2^;K h y * nnyiz^A, h'J7MD7tf^ 
5/ y-fe 7i;^i/7tm if/*n>f/b;fe£tf^>yX/ufe£©TS//i'* 
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; ^ry^ntr;w -fy^/i/, tert-^;K 2,2,2-hu^nnx 

; * h3r$/*^;K 2-* h^j/ib^i/^f;i/ 

, 2,2,2-hu ^nnxb^r^m 2- ( h y * y ;v) Xh3r$/* 

;i/ £ J: t^p- b x;i/& if^T^^P^ — fe^fct^T U — ;i/ - x;i, 

[0 0 2 1] 
[0 0 2 2] 

7 ^ S>V £ b T 14, ?i^<Z) T ^ VJ £tf)#M£ fcbtftMb#5i 

toiss:^*, oe;-, s?-> by-) fnnm^, hy^;v 

tnytm :7xx/vr-fe^;K afc/i/^/w 7iz^;K ^y>fM 7#uJ 

#;i/j}?x;i/ % 1 -r-fe hdr$/xh^i/^;V^x;K 5 2 -tf-^V- 1 
, 3 -<i h^S/*;i/3Kx;^ tert- ^f^:^ f# 

^jKx;k tert-y F^*/;2j;V/tfx;K P b * 5/ 2/ rt/l/tffx/b 
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;k i , i -t?^^;vyn?iOr^^;i/^~;i/. A yzfutf*ci/jjji>tf=.ju* l - 

2-* h=3pi/xh^e/^^;K 2,2,2-bMnnxb^j/^f;K 

if©r>n/^>n/-=feb<ttTU-;i/-^;i/3J ! ?— ; 5 2 -t^v- 2 

h- 1 , 3 - j;t^v-;i/-4->f;i/-^f;p^i: , 0tiltil^7;i/^;H 

[0 0 2 3] 

^;i/T^>, try$?>, n.n-s^^ti/T— y:/, N-^^;i/tr^y n 
- ;* ^/i/^/i/jfc y y > pm-jiy^y, v\*r*s)VT^ y, -JujjAy, 
v^yvjvr^y, N-^:/s»-j8 -7i^w^ >&J:tFN,N' 

. se>sc, ±m. m<D*z*-M&. ci] ©Mft<z)f*bv^tUTtt, 
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[0 0 2 4] 

, {Si7;v^rM, fi«7/i/4r-/l/*, ii7;i/n^f>>S, fggty;^ 

TS/;i/S, 7'J-M, ttxaftttk >>^D7^wi, y;vy;i/3r 

I7^*;HliSS, {gt7;i/3^j/tt7Ji/3^i/i, Any;®ft7^^ 
/i/S, ®H7^n^i/<6i7^^;vi> is»r-n/n^s/*^/3K=.^<e»r^*^/ 

[0 0 2 5] 

tFD^r^s, fl&Ry-n/^^/*, |gt7;i/^-;H> 4£«y/i/=t*$/£, ®m 
y^ndF-5/*;i/^-;pS, rs/^as, 7V-;H> *3R*5£3k s/^n7M^ 

[0 0 2 6] 

ri/jim. 7y-M> as****, s/^a7^^s> 

1 Oj^JtGDttTS^^TV^ticfcV^ 
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• 
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[0 0 2 7] 

y h izisv 2>m&mz. 2 6>ic >>7;s, -has, sw^ym^ 

;bg, yj-M, s/*ny/i/*/i/g, it7^#^^^*-;i/A 



[0 0 2 8] 

[0 0 2 9] 

gT*&£tt-£HWJ: bv\, 

>g# J: y b <, C 2 _ 4 T^^ l/>g# J: U S &KI«F* LV\, 
R 2 #, 5£ 
[flU 2] 



r^cfi, y, r 5 . r 6 , r 7 &, BtfSa^ma^s^&^-ro J . * 



6 
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• 
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lit 1 3 ] 



— f\l' S N— Z-O 
V 




[ftl4] 



Uhl 5] 



[0 0 3 0] 



6 
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v%T;i/^;i/S^&s-fb^^J: y S e>{c^* bv^ 
b<, 73S?;*T?&sfc^ft#.fcy#*bv\, 

[0 0 3 1] 

c 2 _ 6 7^/^w>Stfe5ft:^^J: y b <, c 2 _ 3 r/i/* 
Y b #, c 2 _ 4 y;i/*i/>^T'&£fbii?»W*b<, c 2 _ 3 tji*u> 

mnib&ib&mtfi& y#* bv>„ 

>*T?»*'ffr&*# J: y b <, c 2 _ 4 i/^afiTffts-fc^*** «fc y s 

l/>it^S^ft*U »J b <, C 2 - 4 T;b^r l/>lt^SftW<J: »J 

2 1 mSE^ 2003-3024572 
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[0 0 3 2] 

% r;i/ndps/-r;i/^;i/S, ry-^f^«> y;i/*;i/-*/i/#-/i/ak yy- 

;i> a ^ - T/l/ * Jl^tfm? e> *i £ c 
[0 0 3 3] 

#$8U!k:£v^t, $g : *Lv>y^y#Mil£bT&, Ti/M, y;i/y;u*;i/ 

Tfrn*S/-7fr*fl/&. TV— y/l/*M/-:*/I/Jfc— 7\) 

*j £ <bic$?i; b< ys/;v»> t;vt;i/^;i^S> y/i/a^sz-y/i/^/i/afctf** 
bus. 

[0 0 3 4] 

ft^4W#&f e>*is„ Mett, ; Etttu x^;i/g£ ; Prte 

, ^nif^S; BuH ^;i/&;c-Pr«, i/^D^DtfM: ; Cb zH 

; B o c {i, tert-^"h^^^j;nK— ;^5:5ti"o 

[0 0 3 5] 
[ft 1 6 ] 




[0 0 3 6] 

im i] 



R 1 X R 3 R 4 



ffilElf 2003-3024572 



#2 002 — 060618 









H 


H 


y^ 




— CIL^CI^CILj - 


H 




y^ vj 




-~CH2CH2CH2~ 


H 


Me 






— CH2CH2CH2 - 


H 


n-Pr 








H 


n-Bu 








H 


n-/\dp^/;i/ 


7 ^ VJ 






H 


yv/u 


y^vj 




— CH2GH2GH2"* 


H 


c-Pr 


y^ *jj 




- CH2GH2CH2"" 


H 


-CHgGOOH 


y^yj 




"•CE^CI^CIL)— 


H 


-CHgGHgGOOH 


y^yj 




- GH2CH2CH2"" 


H 


-(CH 2 ) 3 C00H 


VJ 






H 


-(CH 2 ) 4 G00H 








H 


-(GH 2 ) 5 C00H 








H 


-CH2CH2OH 






— GH2CH2CH2~ 


y vju 








~■•GH2CH2CH2■~ 


c-Pr 


c-Pr 


yj 




— CE^Cf^*" 


H 


H 


y$y; 




— CH2 (CH2) 2^2~ 


H 


H 






~CH2(CH 2 ) 2 CH2- 


H 


-(CH 2 ) 5 C00H 


y^y j 




•-CH2 (CH2) 3^^2 _ 


H 


H 


y% yj 




— (CE^) 4^^2 _ 


H 


H 






■CH 2 GH(CH 3 )CH2- 


H 


H 


y^yj 




-CH(GH 3 )CH 2 - 


H 


H 


y^ yj 




— CE^CI^CHCE^ - 


H 


H 


y ^ K3f£/A 


— Ct^CI^CE^ - 


H 


H 


*?-)vys. 






H 


H 


N-Cbz-T ^ 


VJ 




H 


H 



[0 0 3 7] 



ffi|E# 2003-3024572 



e 



#2 002 — 060618 



R 



Hfc 1 7 ] 

1 




O N N 

R 5 R 6 



[0 0 3 8] 
[*2] 



R 1 X Y R 5 R 6 R 7 





-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


H 


y$i?J 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 






-(CH 2 ) 3 - 


-(GH 2 ) 2 - 


H 


H 


Me 




-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


Et 




-(GH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


n-Pr 




-(CH 2 ) 8 - 


-(CH 2 ) 2 - 


H 


H 


n-Bu 




-(GH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 




T ^ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 




7^ V J 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


yvjv 


7^*J ) 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


c-Pr 


y ^ v j 


-(GH 2 ) 3 - 


-(GH 2 ) 2 - 


H 


H 


-CH 2 C00H 


y% v j 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


-CH 2 CH 2 C00H 


y% *jj 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


-(CH 2 ) 3 C00H 


y$.vj 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


-(CH 2 ) 4 C00H 


y^ vj 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


-(CH 2 ) 5 C00H 


y^ *J J 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


-CH 2 CH 2 CH 2 0H 


y k vj 


. -(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 




y^vj 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


Me 


Me 


H 



2 4 ffi|E# 2003-3024572 





#2 0 0 2 


-06061 


8 


7 J -(CH 2 ) 3 - 


-(CH 2 ) 3 - 


H 


H 


TT 

H 


J "(CH 2 ) 2 - 


-(CH 2 ) 2 - 


H 


H 


H 


"(CH 2 ) 4 - 


-(CH 2 ) 2 - 


H 


H 


H 


T^^V -(CH 2 ) 4 - 


//*TT \ 

-(CH 2 ) 2 - 


H 


H 




T^^V -(CH 2 ) 4 - 


-(CH 2 ) 2 - 


H 


H 


"(CHg^COOH 


7^2>V -CH 2 CH(CH 3 )CH 2 - 


-(CH 2 ) 2 - 


H . 


H 


H 


T ^ VJ -CH 2 CH=CHCH 2 - 


-(CH 2 ) 2 - 


H 


H 


H 


T^K^S/A -(GH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


H 


N-Me-T 5 V J -(CH 2 ) 3 - 


-(CH 2 ) 2 - 


H 


H 


H 


N-Cbz-T^^y ~( c hh~ 


-(CH 2 ) 2 - 


H 


H 


H 



[0 0 3 9] 
Hfcl 8] 




[0 0 4 0] 
[^3] 



R 


i 


X 


Y 


Z 


R 5 


R 6 


R 8 


7 ^ 




-(GH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


H 


H 


7^ V J 


r ^ 


VJ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


Boc 


Boc 


7 5. V J 


7^ 


VJ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


Me 


Me 


75 V J 


y ^ 


*JJ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


7'J;i/ 


t y ji 


• 7$i?J 


y ^ 




-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


c-Pr 


c-Pr 


7$ VJ 


7 ^ 


VJ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 2 - 


H 


H 


7 \ V J 


7^ 


VJ 


-(CH 2 ) 4 - 


-(CH 2 ) 2 - 


-(CH 2 ) 4 - 


H 


H 


7% V J 



ffi|iE# 2003-3024572 



#2 002 — 060618 



7^ V J 


-(CH 2 )g- 


-(CH 2 ) 3 - 


-(CH 2 ) 3 - 


n 


ti 
n 


T ^ *s s 


7^ V J 


-(GH 2 ) 2 - 


//"ITT \ 

-(CH 2 ) 2 - 


-(CH 2 ) 2 - 


TJ 

n 


IT 

n 


7 >s s 


y%vj 


-(GH 2 ) 5 - 


-(CH 2 ) 2 - 


-(CH 2 ) 5 - 


11 


IT 

n 






/<««« \ 

-(ch 2 ) 6 - 


-(CH 2 ) 2 - 


-(CH 2 ) 6 - 


TT 

n 


TJ 

a 






-CH(CH 3 jCH 2 - 


-(CH 2 ) 2 - 


-On lOMg ) vii2~~ 


n 


n 






-CH 2 CH(CH 3 )CH 2 - 


- -(CH 2 ) 2 - 




- n 


. n 


/ ^ Is y 


y\v; 


-CH 2 CH=CHCH 2 - 


-(CH 2 ) 2 - 




TT 

n 


TT 

n 


I ^ V y 


y^ -(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


H 


H 


yxv j 


N-Me-T ^ S/V -(CH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


H 


H 


y\v j 


N-Cbz-T ^ 


-(GH 2 ) 3 - 


-(CH 2 ) 2 - 


-(CH 2 ) 3 - 


H 


H 


y^v j 



[0 0 4 1 ] 

c-m 1 9 1 




[0 0 4 2] 
[^4] 



R 


1 


X 


Y a 


Y b 


Z a 


R 8a 


7^ 


V) 


-(CH 2 ) 3 - 


-(GH 2 ) 2 - 




-(CH 2 ) 3 - 


y^ps 


7^ 


V J 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 




-(CH 2 ) 2 - 


y^isj 


y ^ 


V) 


-(CH 2 ) 3 - 


-(CH 2 ) 3 - 




-(CH 2 ) 3 - 




7^ 


VJ 


-(CH 2 ) 2 - 


-(CH 2 ) 2 - 




-(CH 2 ) 2 - 


y$p; 


7^ 


vj 


-(CH 2 ) 4 - 


-(GH 2 ) 2 - 




-(CH 2 ) 4 - 


y^PJ 


7^ 


VJ 


-(CH 2 ) 6 - 


-(CH 2 ) 2 - 




-(CH 2 ) 6 - 


y^ps 


7^ 


VJ 


-(CH 2 ) 3 - 


-(CH 2 ) 2 - 




-(CH 2 ) 3 - 


ys.pj 



mSE# 2003-3024572 



#2 002 — 060618 
CH 2 CH=CHCH 2 - -(CH 2 ) 2 - **rW Jl -(CH 2 ) 3 - TSVJ 



[0 0 4 3] 

=&©-?&&o 

[0 0 4 4] 

i ] 

[5*1] 




[0 0 4 5] 



75^; - 



2003-3024572 



• 



$12 002-060618 

-«5* [2] £J:tf [3] <D4t&mt* frUit-lt. HI»4*W«W0 9 6/1 
6 9 4 7*^K:sa*©^*fe»*tiJcfllDfe*asK:J:yi83t , r*ri:««^SS 



-laa; ci a] (Dfc&mt* -b^ lzi (Mt&m*:-ffl& [4] (Dfcismt. 
iiKjca*, [5] oit^m^m. [5] ®fli^«ifcr^y;ftt 

£ d h ic J: y IS m. -t Z> Z. £ ifi T* £ £ a 
[0 0 4 6] 
(1-a) 

—JR* Ci a] ©ft-^fttt, &«<a##T£fcfci:^##T. ^ISlaS; C2 3 ©ft 
&c s? ;* ^;bx;i/5iN =3r 5/ K & if <D * */ Kit & if##lf *u ^ ti 6. b 

h s/ b\ h u 9 a> ^m-ft* y 9 a, m.WKM± b y # a. h 

, — jRsS C2] ©-fb^ic^fbT, ^;M^J^&*U££<> fiKH 1~ 
£<z>&jan*JSVN.&— jR3; [4] aHb-£ifc<0«/a*rau — JRsS [2] ©<ffr&«K: 



miE# 2003-3024572 




#2 002-060618 



z.<DKifcte, o~2oo°c, &$.L<it, o~i5or:^i:fr~24ftra^;&£^*u;£J:v'> 

[0 0 4 7] 

(1-b) 

C5] ©ft^ftHU 98£& (1-a) IClpDT, [3] (Dfc&W 

C4] ©^%^M^s-&sr^ic«i:y^jt^sri:^-es5. 

[0 0 4 8] 

[1 a] (Dfc&mt. C5] ®ft^«&7^^;ftt62i:K:j: 

. . */-tfls • h y - (J.Med.Chem.) , H36#> Hi 

811—1819K, 1993^ ; V^—T^ • ^ • * •^r^^b'J- (J. Org 

.Chem.) , H64^, «12~13JC, 1999*N3 «fctf 5?* • ' 7*y#2> * 
-ir^M'Vt-fX^-f- (J.Am.Chem.Soc.) , fgl07#, H2743~2748K> 198 

— (J.Org.Chem.) , ^33#. £gl679~1681jC, 1968*££ if lC|Bl8©*ft* fcl* 

[0 0 4 9] 

[$g3t& 2 ] 



miE# 2003-3024572 



2002—060618 



[5*2] 



JO 





R 4 




[1a] 



R 4 



^^ti-^ti^i-o j 

[0 0 5 0] 
(2-a) 

-flfc£ [6] ©ft^tt, m©#^T, -ffi*^ C5 a] ©-fb^Sr-IKS: [7 



3 0 



mSE# 2003-3024572 




M££tF*#>*;i/*>m&£##if e>*u -e©^/s*», C5 a] ©ft 
i»}c*fbTi~200>fg^;K #£b<te, s-ioo^;^ &*U£J:vn 0 

Wc^bTi-iooofg^K $?£b<te> io—kxmb^;!/ *e&;htfJ:v\, 

If> -30~150°C, #*U<WU 10-50^^30^-24^^ 
[0 0 5 1] 

[i a] (DK&miz. [6] o^&rv^-ytfcii-^ 

C 8 ] ©MtWSt§ r t ic j: y SBB&-T * - £ 5 - 

HU -m*i C6] ©fb^&*fea:*©£K:*!fb*C, i~ioo^;k #*u<», 
l— lO-fg ; e;i/T?&*U;£J:v^ 

£©HJ&&> 0~150°C. #*b<tt, 20-120°CT*l^ra-24©r^^-t 

[0 0 5 2] 
(2-b) 

—MiS; [9] CDfls^tt, &g©##T> -*B5£ C5a] fcffltffcTK* 

s -& & r £ ic «fc y $g 3t*r * £ £ # t?» § . 



milE# 2003-3024572 




tl £ b T^m L/ T % <fc V% 0 

ffitaMRfc J: [5 a] fCfcfbT, 
„ 1^500^/1/33 Jctn—lOO^/l^&tU*^,, 

^tlfeCDSjStt, «^ 0~150°C, #*b<», 10~100TCT?l#H~24l$ra^ 

[0 0 5 3] 

#k:|SJ£3*i*:v>#, r^txit. j -/k x#y-/K >fv^n;V-^ 

fcifcax-^/i/^ ; S?**/i/:*/i/jfc*S/ F& KM ; N ,N-£?* 
fMM7^ F33<fct>*N .N-^^/l/Ti* b75 F&£tf>7^ FSI ; MtMc 

o 

[ii] <©fls-&*©«JB*W:* [9] ©^^flC^fbT, i~ioo 

-flSME/w #*b<tt, i~io^/i/T*&*u££v^ 

r*l Jim. -10~150°C, 0*b<», 20~120'CT?1#IW~24I» 
[0 0 54] * 

— «5£ [ia] <zMt-&%&. [io] <D{t&tis*7y s e-7*fc\t-m. 
* [8] ©ft^<fet i RlSS-&*ii:lcJ:y3S3i^«-^* 5 T?^*- 



ffi$E# 2003-3024572 




[0 0 5 5] 
[§g*t&3] 



ffiffift 2003-3024572 





[1a'] 

— Jtts: Ci a* ] <Dft-&«jtt, [2] & [12] 

Ci3] ovm:% — M5£ [13] ©fls^«fefei:^.a:, ^ 

(Mt&w* [1 2] oD^^iis^s^ — «=£ [14] (bik&m^n. 

[14] &S83tSS (1-b) iC$CT7^;^U [1 3] © 

[0 0 5 6] 
(3-a) 

—BiZ [13] CEMfc^fttt, [2] (Dit^m* [12] ©-ffr&fcfcfiJS 



3 4 



miiE# 2003-3024572 



#2002—0 60618 

I 

C2] aXb^lc^-L/T, ^;i/&±T*&;ftk££<> #£:b<te, i~5>fg 

ZKDHfSli. 0— 200X3, $?;§;b<kfc> 0~150T3T!1#~24I*|W||*+Jftlf 

D 

[0 0 5 7] 

—$t& [la'] (Dit&mt^ [13] <Dft&m&4k%t<DM7tiBLJ&fc4$ 

Ttt, J RJSK:»^^»&^tt^S*^v^=fe©•efctltf^ltK:|S)es*l«sv^««, 
■*#y_ ;K ;n#^-;K 4 yfurt J- tola XTftert-'?* J- JbtkZtoTJb 
n-)lM ; N,N-^f»i»75 h\ N,N-^^7th75 Fife At* 
1 2 -tr DU K>fc£?©7^ K3S ; i&ft*^^, ^nn^WJ: 

i>y&E<D%mMmfcymM; rh7iiFn77>, t-v-;k 

W6>*U *<D&MM\Z. -MtZ [13] O-fb^lC^fbTO. 001~1«% (W/ 
W) , *J*b<tt, 0.01-0. 5fg% (W/W) T?Jfefttf«fcV\, 



2003-3024575 




3] ©tt-^^c^LTi—ioo^^K #*b<B:, i~io4&*e;i>T?&*wi«fc^. 

a 

[0 0 5 8] 

(3-b) 

-w&z ci4] (3 -a). Kmc [3] <Dfc&® 

£ [1 2] CD^®^M/S$^SZli:^J:y^5t'tsri:^^^.'5 0 

[0 0 5 9] 

-ma ci a* ] ©ft^«tt, -ss^i [i 4] (Dit&mzm&m ci-b) »c 
*ctr55?;ftu [i3] »3t« (3-a) tcm 

c t 3S5SMJiS ic#f n iz <fc y §g^-r £ r £ S . 

[0 0 6 0] 

[lb] oftMtt. KT©«t«K:*»llBt'res4:« 8, e 



3 6 



ffi|iE# 2003-3024572 



#2002—060618 



^0- 0 x. L 



[2] 



13] 



hn y n r7 
o o 

[15] 



Y m^R 7 



HIM N 

o o 

[15] 



R 1 



o o 

[16] 



o x ^ Y |j-R 7 



[17] 

2) Jn*#® 



[1b] 

to J 

[0 0 6 1 ] 

Clb] <Z)ft-&W*> -Bft C2] ©ffr&fcfc-JlfciS [15] (Dit^m 
£JxfotSl£. —m.& [1 6] CDtf:-£«?#> oV%T% [1 6] (Dit&m* 

[1 5] CD^^i:^^^ CI 7] (Dit^m^n. 

[17] Mti!?mzm&& (l-b) JC*PDTT^VftU -fl&5£ [16]© 
[0 0 6 2] 



3 7 



mSE# 2003-3024572 




(4-a) 

Lie] <Dik&m\z. sa©#«T*fe»^#^T> [2] <dk 
mzmmzfrte^tf. tcntux, ^^^-;k n:#y-;K ^y^nAV-^fe 

; K;i/X>^ j;t>^^/ V^^if^^^-fbTfc^ ; ^ 

ic^*^;bx;t/**^ F&£fGDx;i/>ft3f^ F^fcif#W£*K rtib»^b 

"J" h U #A:t hapf F* *U *7Atert-:f F, h y »7 Atert- ^ 

h 3r F> 7KWtit-f- h U ? A, 2fc^tt# U # A, ^7*1^ hU^A, F 

y?A, j^^y^A, *^b^-Fy^A. -frmikjjvv^ huw^ 
& Atft: y ^>>&if^#if e>ti> -£<zH£M*te* — jkss C2] ©^ftc^ut 

£©£JST?JB^5— ffikS [15] — «5£ [2] <Dft&® 

r<Z)K*5tt, 0~200°C, #*L<«U 0~150 o CT*l#~24Bfr^§^i"ft&<fc^ 

o 

[0 0 6 3] 

[lb] (Dfc&Wte. [16] ©ft^fe&g^fefcttttaS&JBVV 



3 8 



miE^ 2003-3024572 



#2 002 — 060618 

! 

wmmftmifbii. zvmmmt, ci 6] ®^%tcMbTi-iooo 

r©M^^MStiS^Si:bT«, TKM^bV^A. omit* 

u * a £ <fc tF*»fl;/t y if ©7j*m r ;v # u & £ if e> *i, ^©^i 
tt, -JRS; [16] ©>fts-^#ic*fbTi~iooo^^ ^*b<ii> i~io^;v 

ztibofcrniz. mm. o-iso-c, ^*b<a, o-ioo-c-e, io^m-2mm 

[0 0 6 4] 
(4-b) 

-jR* CI 7] <Dft*4fett, SBtt (4 -a) KJpB, &3£©##T££li* 
##T, -*&5£ [3] (Dfcizmit-m*. CI 5] ©ft1§?«>fc£j£3i3:SClJ;K:J: 

[0 0 6 5] 

-jR« Cl b] -«5£ C17] <Dit&to*W&m (l-b) iC*P 

Dtr^^vftu [i e] ®^-iftS:#fc«, (4 -a) icmc 

[0 0 6 6] 



ffiliE# 2003-3024572 



2002—060618 



[2] 

o o 

M8i 

2) jiiifta 

^Sy x T^ Y |iH 

[19] O O 

R 7 -L 
[21] 

^C^^o^n' y, n' r7 . 7: 
o o 

[16] 



R ! 
[3] 



9 



o o 

[18] 

2) umm. 



^^0' Xv N' Y >IH 
[20] cM> 

R 7 -L 
[21] 

[17] CfO 



1) 72v/ft 

2) inakfl-S? 



Rt 



[1b] 

[0 0 6 7] 

[is] <D^m\t> mmum* msm. iS929~935jc> ioto** 

C19] ££t>* [2 0] (O-ffc^fttt, BM#W0 9 6 

/l 6 9 4 7JC|B*<D^fS*feW:*JriK:«|ICfe^tC*y, -etl-6tl-jK^ [2 
] &£tF [3] ©-fb-^WS:— jR^C [18] OD-fb^^M^S-erfe^ T ^ J #« 

[0 0 6 8] 



ffiSEW 2003-3024572 




-m^ Cib] <Dik&®&. [19] <Dib&mz-B& C2 1] (Djt& 

MzfiLfoz^ ci 6] <Ditizmzm> ci e] 

(4-a) JC^C-riPTK^iC^-triltC^U, *fc&> [2 0 

, [17] ©fiS^&jRJSiS (1-b) lCfgST7^>MfcU C 

1 6] ©«ffr£4fcfc#fcfc, (4-a) &C§pCT»£^£/£&Ctf 1* - ^ £ 

£y£g3£"r 

[0 0 6 9] 
(5-a) 

[16] <Dffr£i»tt, i&*©#ftT£fcte^#£T, -«5£ [1 9] © 
[2 1] ©^^^MJSS-tirSrillC^yiSjt-rsrii^T'^S 

o 

4*fcR£3*ifcv>#, x#y-/K 4v?unj-fri& 

it>*tert-^^y-;V3&ifC0T;i/=i-;i/|i ; N,N-^f^*M75 K, N, 

;y<yMy. b;i/x>*s<J:tf*S' vyt^<D^mmti^mm ; *J**vy. -r 
h^J/F, ^KflS-^hy^A, zKlMbAUtfA, ^t*Ith'Jf A, 

u^a, K»*y^A, *3frfc?-by#A, #aMt;*y?A, huxwr^ 
fej:t>'try &*u i&mammM^ [i 9] ©fls-&#jtc*f 

^©Sl»tcfflv>6>ti«-I2* [2 1] tf>tfSlM&<D^M*&> — flfc* [19]© 



2003-3024572 




o 

[0 0 7 0] 

— jR^I [lb] (Dit&m*. [Hi ©ft^W&SBBftSs (4 -a) \zm 

vxtiaykftMirz> z. t. iz <fc y r n tfxn s. 

[0 0 7 1] 
(5-b) 

[17] 0>ffe-£ft«, 8g3tS£ (5- a) JCflIC, &*tf>##T£jUW 

##t, [20] <Dit^m^-m^ [2 1] ©^^^siss^rszii:^ 

«J:ySg3£^5 

[0 0 7 2] 
(5-c) 

-JR5* [lb] ofls^tt, -jRsS [17] ©ft-^£Sg3t£& (1-b) icm 

Dtr^^vftu -0^ [is] <z>^«fS:»fetfe/as5iis (4-a) izmv 

XtiafrftMRIfclztt? Z. Z. iz J: y -r 3 £ i: #T* & s . 

[0 0 7 3] 



ffl$E43 2003-3024572 



I 



#2 002 — 060618 



C^6] 




[1c] 

75J?;Sfe;X, Y, Z, R 1 , R 8 , R 9 £ <fc t>* L IfffBb fe £ mM<DM 
[0 0 7 4] 

— [1 c] ©fli^*W:, — JR5£ [19] ©^#5:-^ [2* ] <ZMfc-£ 
W4:SliBS*> -«55 C2 2] <©ft^4H€:#, owe, -JR5£ [2 2] 
*m&m (4-a) {C^DTiD^fi?lC#f d i:lC<fcU, — [2 0 

1 ©-ffc-M&ft— «55 [3' ] ©fb^il^S^ — [2 3] ©flj^ffe&flf 

, -sa^; [23] ©^*&K3t» ci-b) Kmvxrsvjith. -m* c 

2 2] <ZMt£$f (4-a) lC^DTitI^«?^C#-rri:iC 

[0 0 7 5] 

(6-a) 



miE# 2003-3024572 




#2 002-060618 



— JR5S [2 2] <Di£<&®\*. SS©##T*fctt*##T, — [19]© 

o 

J:tftert-:f#7-;i/5&£©y;i/n-;Hg ; N,N-^f^M7^ F> N, 
ffrft;*?- n nx# >fc£©An4f >teifcflwK*iBI 

^ * -fe n y ;v y* ft £ © x - ; r-fe h-h y;i/fc£©x b y ; stfet^ 
\zv*3-fr7.frib**/ Fftif©;*;^*^ KS&Jfaraptf&tu r*i£»?fii§rb 

TftffibT%«fcV\, 

*/F, h y ?AxF3^> F, *U«rAtert-^b^S/K, + hWJ*tert-'7 
h F, *8Mfc:J- F y ^A, 2KMl# U 9 A, iBSWc***- F y # A, ftlft^- F 

y^A. ^*y^A> ikmfcir f u 9 a, #*ffe#y huxw^^ 

rOH/STfiS^*— «5£ C2' ] — Jtt^i [19] <Dit& 

3©SJ5Stt* 0~20(TC, ft$.L<&. 0~150T:T*l#~24l$W^^*UiJ^ 

D 

[0 0 7 6] 

-j3fc£ [1 c] ©ft-j^te, [2 2] ©-ffc-^ft&SSIJtiS (4 -a) *Clp 

b Tan*^»-r * ^ £ k: £ y »s £ 

[0 0 7 7] 
(6-b) 

[2 3] <7Mb-£W^ ggitSS (6- a) lC*ftb, «3£©##T*fctt* 



4 4 
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#2 00 2-060618 



[0 0 7 8] 

— ci c] <D{t&mt* [2 3] <Dfc<etm*m&8k ci-b) ic*£ 

CT75S?;ftU -*t5£ [2 2] ©fb^%S:#fe^> »3t* (4 -a) IC^C 

t 3&n*^#iRjs tc#t* r t. k * »; s r 4: # ^ ^ & „ 

[0 0 7 9] 

[3S3i*£7] 





[26] 

2) Kftge 



H [26] 

2) HiifcS 




"XX 




■"XX 




4 5 



miE^ 2003-3024572 




l/^^fe«C 2 _ 5 T;i/>?r-^>a^ ; Y' tt, ««3*lTV>T%J:V^ 2 _ 6 y/I/* 
— ^ [2 4] 33<fctf [2 5] <©ffc-&4&l£, SlSfiSs (1-a) fC*pDfe#&&C 

-eti^ti-jR^: C2] fc^tf [3] [26] oit^mn 

Cid] ©fls-^Wtt, C2 4] [2 7] <0-ft^ 

*4l£j63ia\ -JK* [2 8] ©-ffr&ft&tt, OWC, -ttSl [2 8] ©ft^ft 
S:S^lCJ:oT3l7C-r-5Cli:CJ:y> [2 5] ©-ft^&-»^; 

[27] [2 9] ov^t?, -ate* C 

29] (Dft&m*nmiz£^TMfhv. -urn isoi ant&vs&n* c 

3 0] ©ft-^&&a83SSs (1-b) K.mVTTSVJit't&Z.ilK&'oTmm't 

[0 0 8 0] 
(7-a) 

— m^: [2 8] ©<ffr&*H:, J»*3W©#«T*fett^#<6T. — [2 4] 

cD^<»S-j»S; [2 7] (JDfb^^^KMfSlc^f ri:lcJ:y#srhA^^ 

So 

;i/Ti2hT^ Kfccfctf i-*^;v-2-fc: 0 oy F>fc£f©y$ Mi ; *&fls*^ 
^nn^Mfeitf^^nnx^v&^AD^^bWil ; KyMy 
„ h fr^y uy&Z<Dlgm&l%ft*mm ; P**vy. ^h^tiKn 

nv;i/^t'®x-fM ;'yiz b~ h U h V)iM ; 

X ju* * V K & if © * A/* * F*Wfc W & n> £ ft 6 tt»& bt^fflbt 

4 6 mSE^F 2003-3024572 




#2002—0 60618 



z<Dfcj&xm^2>-M.& l [2 7] <D{t&m<z>mmMiz* lzai <D4t& 

0~200°C, ^*b<«> 0~150t:*T?l^'-'24^^'tniiJ:V 1 » 

o 

[0 0 8 1] 

-j&5£ [1 d] cD-ffr&fctt* C2 8] <Z) f £ MrtJxfo {c# f ^ ^ ic 

mcmfe-znt&^i$> fctLXte, *#y-;K x#y-;K n-^n;v-;i/, 
>rv^n;\v-;K n-y#/-;i/> >fyy**7-/w tert-y#y-;K n- 
/s^^-y -;k ^#n^y#y i/^n^\^ri?-y-;^^^©r;vn-;v^ ; 

x^>^ifcDAn^>fb^t;7K^ ; ^>i£y, h;i/x;v£ <fct>*3fS/ i/y&H<z> 
ifi/>^V3^ s?xf^x- -r^ £ <fc t£ ^ ^;i/-fe n y ;i/ y& if © x - 

^Ay^^Afe^o^iSftT^/^-^Attfls^ ; &£##*fe>*K •e^/B* 

j£ [2 8] CD-fb-a-^tC*|-LT0.25^ ; E;i/J^_h^fetLlij:<, #*b<14, l~5-» 
3SS> -50-120X3, ^^b<l±, 0~80°CT\ 10#~24B3rH*ife 
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[0 0 8 2] 
(7-b) 

C2 9] (Dfc&WlZ* IS3t^ (7 -a) SClpC, J^*^©##T££& 

*#&T, C2 5] <ZMfc£«-«S; C2 7] (Z)^tlttoM^iC#1- 

[0 0 8 3] 

IS 01 <Diti*mZ> C29] (Dik&mZWimm (7-a) tClp 

£ T jg Tt; i" ^ £ £ o T m& T & - ^ # « « o 
[0 0 8 4] 

[id] <z>fl:-&«tt, [30] (Ditotrnzmmm (i-b) k:*p 

D T r ^ ftf £ d £ ic <fc o T$S3t-T £ d i: £ 3 . 

[0 0 8 5] 
[§33t&8] 

[ie] <z>ft-&wtt, «T©wa»cj: s^^^ 



4 8 
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• 



#2 002 — 060618 



~NH 2 
[1al 



XX 



Y 1 R 7 
OHC' N 

lb 6 

[32] R 



R 1 



"3 

[14] 



S7C 



^Ny X NH 2 
[31] * 



[33] 



"XX 



Y 1 R 7 
[32] R 

-6 



[34] 



H 



R 6 



R 



R 



[35] 



( 3 - a ) iCi 



" « ft 6 
[1e] 

r^tft, X. Y 1 , Y* , 
[0 0 8 6] 

[3i] ©fls-Mitt, Ci4] ©ft^H 

[1 e] <Z><ft-£fctt* (7- a) IClpC, [1 a' ] (Dih 

&m*:-W& [3 2] ©flS-&*fcSliSa*, -«5S; [3 3] ©flS-&«&#, OV* 
^ [ 3 3] ©ft^£&^rSCl£fC«fc*K -ffl& [3 1] © 

<ffr&4&fe-«* [3 2] Qftitmtmm (7 -a) lC$l3t^^t> -K* 
[3 4] ©<fb"&«l&flK oV%Tf, -«5£ [3 4] ©te-&4&&387cU -0* [3 
5] 0ft;**fc«. [3 5] <3D^#««:«B&t£ (1-b) IC«T7^ 



4 9 
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[0 0 8 7] 
(8-a) 

-85*; C3 3] <Dit&mi*> mmm (7 -a) izmv> BB*^©#£T*fc» 

*##T> -85£ [1 a* ] (Z>flS^«&-8^: C3 2] <D-fb^%ffii*S0{C# 

1/ > ^ 'J a - i;xf ;n-f;i/fe J: ^ 
ny^^J&ifODx-^^H ; 7iz h — h V;i/fcifC9~b V Jim ; afttf tcs?:**\n/ 

x/v* * >> Kft if cd x;!/* # KSfc if awf e> *u ^ *i e> bttMit 
^©sjs-emv^-HR:*; [32] <zMt^<z>&/§£&, -8^; d a] 

k©Kj£l*, 0~200r:. 0*b<&, 0~150X3T*l^~ 2mmMM~?M&^ 

o 

[0 0 8 8] 

-8* [1 e] (Dft^ttt, -8* C3 3] CDft^tt&S&tt (7 -a) icip 

fjfcilgjesfifcv^, x^y-;K n-^n/w 

-f v^n;u~;K n-^#>>-;K <tvf*J—to. tert-:/#y-;K n- 

- 2-tfn y K>J&ifoor^ KS ; mfc*^^ ^nn^Mi^^aa 



5 0 
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x*A, tf^y. VT**fr^>* t KnS/9^«sif©A 

jttf, **ft#tfiR«<fr&4&©*^ [33] <Dit^mKMVX0.25m^ 

£©»7&RjStt* -50~12<TC, #*b<tt, 0-801CT?10^-24«r|ffl^ 

[0 0 8 9] 
(8-b) 

-jR^; C3 4] (Dik&mi*. (7 -a) &cifb\ flB2K25<Z>##T*fctt: 
*##T, -ftsS [3 1] [3 2] ©ffr&«i:fltt*jEJStc*r , r 

[0 0 9 0] 

[3 5] CDfrMfUU HR* [3 4] ®ft*tt&«&tt (7 -a) *ClP 
[0 0 9 1] 

[1 e] [3 5] ®ft-&4ftJ*ff&& (1-b) &C*p 

[0 0 9 2] 

[lb' ] CDft-Mitt, fcfcittf, «T©«8ttfci:yM'***"* t 
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• 



2 0 0 2 — 0 6 0 6 1 8 



[559] 
R 1 



> 0s 0 jyr r 7 ^o^V 



R 6 -L 
[36] 



R s H 1 5 H 

[1d] [30] 

R— L 
[36] 



R 1 



*9 



.R 7 



R 5 R G R 5 £ 6 

[37] 

r^tfi, x, Y, L, r 1 , R 5 , R 6 fc«fctfR 7 l*, ^ti^titfrffifcH**©* 
[lb*] CDft^<»», Cld'] OMfr&*fc-«« [36]© 

-fb^^H^^^^-ticfcy, -jrs; [3 0' ] ©fls-^Wft-jR* [ 

3 6] ©^ftilSlSa*, — [3 7] <Dit&%*n. -«5* [3 7] ©ft 
(l-b) icm £ T 7 ^ ^ >Mb"T 5 3 £ &c <fc o T§g}£-r 5 3 £ 

[0 0 9 3] 
(9-a) 

— «5£ [lb* ] (Dit&mZ, aS©#^6T*fett^#«T, -Jtt^ [Id' 
] ®{t-&4&&-Jtt5S; [3 6] ©-fb^ftiliE/SS-ttSifcKlAoTSIJg^S*- 

ictnert-?'* y -/i/fc£©y/i/:3-;i/3B ; N ,N ;i/7}s;i/A7^ K> N, 
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T«MbT%>J:V*. 

2/F> th^Axh^i/F, #U #Atert-:f h3f2/b% MJ tfAtert-:/ 
U^A, li^^A, **^hytri*, h'JxfjI/7^ 

dCDS!KT»fflV>S-JKS: C3 6] -flasS Eld' ] ©ft 

£«fc#bT^/i>#J:T?&*u*J:<, if*b<«U l~3^;i/r*&ntfi:V^ 
iCOSlStt, 0~200°C. #*b<tt, 0~150rT?l#~24B*ta^ilS'*ftHrj^ 

o 

[0 0 9 4] 
(9-b) 

[37] <Dfc&m*. m&m o-a) tcrnc, £ii<z>#*:T*fctt* 

##T> -JR^C [3 o* ] a>ffr&<fe%-»5£ [3 6] 
[0 0 9 5] 

— JR5$ [lb'] ©-fb-^fttt, [37] <ofls-&«&»3ti& (l-b) ic 

[0 0 9 6] 

C»3t«l 0] 

[If] ©ft**tt, «Ta>«3StSKiJ:y«3ft«ifc««T? 
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[iq [40] 



-iR* ci f ] <Dit&®&. mmm (7 -a) ic^c, [2 4] 

4&&-«a; Ci a"] cDfls-&*i:filSS-ft, -JK^: [3 8] <Dfti5®%m> ov* 

T% C3 8] (Oft^SIjctSrfcCiy, S^5t^ (7 -a) 

KimCT-K^: [2 5] ©fls^%«:-JRjS: [3 1' ] ©flS^WilfiJSStf, -& 
5$ [3 9] OV*T», -IKS; C3 9] <ZHfr&<»&j87fiU -«5£ C 

4 0] Ofr&ttfcfe C4 0] 0><ftett&»£& (1-b) ICipCTT^ 

[0 0 9 7] 
(1 0-a) 

-«5£ [3 8] ©ffr&fttt, §S3i2£ (7-a) IcipD, Bl*a!I©#*T*fe» 
*#&T> -IffisS; [2 4] ©fls«&«fe-«* Cia*'] ©to&«>i:BtaKRf&fctf 
1" ZL£JCj:y#£r£#T*££o 



ffl|I# 2003-3024572 




;i/T-fehT^ Kfcitn-*^- 2 -tfnU K>&£?©T^ K^i&ft*^ 
S/ ? A J: =6 1/ 3f 3- ^ - %/ - & E i)W &f £ tl § . 

£©Kj£*emv^-«5S; ci a"] ©fti^f©f£/a*te. -ft* [24] ©ft 

0~200°C, ^f*U<^ 0^150^ T*lft~24ftfSimM-*M&^o 
[0 0 9 8] 

[If] ©ft-£4M> [3 8] ©ft-^«j€:38l3£i£ (7 -a) JC^I 

#icPS5t£*iftv^ *#7-;k x#7-;k n-^n;v-;K 

>fy^DAV-;K n-^ZJ-fr, tert-zf* S n- 

-2-trnU F>fcif©T3 K«;«ft^^^>, ^nD*Mfcitf^nn 
x*>fe£©Any>ft*ft**Sl s h^x^fc^tf^S/l^feif© 
**»UKft**3S ; Ti2 b - h U ;!/&£©- h U /I/JB J Kfc 
F^attf^*"**^ f h7tFU77X 7XV-;K 5? 



5 5 
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2002—060618 



r©a5fiS«tt/a** -50~120°C, *p*L<tt, O-SO'CT?, 10#~248HW 

[0 0 9 9] 
(1 0-b) 

[3 9] §S3£& (7 -a) &C*£D> B»5Hf©#^T*fe» 

f 3 £ jc * »; # £ r £: # t? ^ & . 

[0 10 0] 

— JR^; C4 0] ©flS-^fttt, [3 9] ©ftlH&J&§gj£S£ (7 -a) }C*£ 

[0101] 

— flfcS [l f ] ©ffe^fttt* [4 0] <ZMfr£#f£$Bi& (1 -b) icm 

C T T ^ S>V i t -t 3 Z. t. iC «fc o T £Bt § ^ il # T? £ & - 
[0 10 2] 

ii] 

[1c* ] (Dfc^Wte. t=. JKT«>WftttK:j:y|Btf 



5 6 
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• 



#2 002 — 060618 



Kii] 



R Tx 



|12 



XX 





R°-L 
[36] 



R 6 -L 
[36] 



,12 



R 5 R 6 




X, Y, Z, L, R 1 , R 5 . R 6 . R 8 ^ R 9 ^«fc^R 12 ^ 
-jR^ [1 c* ] (Dfcitm*. [If] ©-fb#®S:-lffi^ C3 6] © 

ib<&to£E.]&z'&&z.b.K&v* -s^s [4 0] <Dit<&m*-ma [3 

6] ©-m^iiKjsSS*, -ma [4 i] -tts: [4,1] ©fcUr 

%£§S3£*£ (1-b) IcmCTT^^y^-rs^iltCJcoT^jt^Sril^T*^ 

So 

[0 10 3] 

(1 1-a) 

-«5£ [1 c* ] ©fls#4btt, ««©#ftT*fctt^#<ET, [If 
] ©<ffr&*&-)R5S; [3 6] ©-fb^ilH^S^rSZlillc.fcoTlSStTf^So 
r©SiiS*C«MStiSt»«i:bTtt. • J R|SK:3R«»S:a«S*V^%©T?**i« 

4#jcisfesti3&v>36i«, x#;-;k jv-Junj -)\;-& 

N-^f;i/7tb75 Kfccfctf i -**7i/- 2 -tfD U K>&£©75 ; 

9 UUft)]s2*iS&T$*?9 cdi^i >fc£©An^>fbgtffKM*& 
h;i,x>;i3J:tf*S>l'>fc£©^#^ft**£ J ^ 

s?**/b^ny;i/:7fe£©x-^/i/Sl ; y-fe b u;vfc£©x h u/i>S ; ifetf 



miiE# 2003-3024575 



• 



#2002—0606 18 



h^t/F, TKM^bU^A, *IWJf^ j^TKSH-bUtf^ fitm+h 
U ^A> j^m^JU^A, *I{bth 1 JfA> Tfc^C^U^A, h'Jxf;i/7^> 

r<Z>M^MV^-j3£:& C3 6] OD^tl©^*^ C 1 f ' 3 

o 

[0 10 4] 

(1 1-b) 

—m.^ C4 i] <d^#^ mztm a i-a) khpc i63£<z>#«rF*fc» 

[0 10 5] 

-flfcS; [1 c* ] ©fl5#<»tt, -jR^C C4 1] (1-b) 

[0 10 6] 

C9836iSl 2] 

15. 



ffilE^ 2003-3024572 




[0 10 7] 

&&£Rj&Zl£&Z.t.K*V. ttcte. 12 0' ] (Diti$m*-WC& C3 

' ] (Dfc&mUBLmZ^ -JR* [2 3* ] C2 3' ] © 

flS^«lS:»l3i«S (1 -b) KmVXT$$?;itK.ti* hit 

[0 10 8] 

— «5S; Cl g] ©-ffr&fttt* CI 9* ] ©*fr&ftfe«36ife (6- a) iC 

[0 10 9] 

-HR* [2 3' ] — «5£ C2 0' ] (Z>ft<&$l££S3£8? (6 -a) 

[0 110] 

-«5* Clg] <Dfls*«tt, [2 3' ] <z>ft#4bfc»£tt (1-b) C 

[0 111] 

5 9 ffi«E# 2003-3024572 




*©JftfcbTfcJu Ci] TS»i8bfefcH**©*##tf&*^ 

i:iBbfc§g3£&l~l 2jcfev^T#fetife#^©®3t*Wfrtt, JMUfffco 

_Liabfcfgj£i£l~l 2lcfcttS#*<^t£'4£llc;i5V>-t, WfgS^ 
[0 112] 

[0 113] 

#33 «fe # #m20& i±<DmMm®mzm'Km& b t % £ < > b 

ffl, »#«W, Ml. JSUWfc *JMBU /WHfc ft&«*L *»»*fettftl«»<ft 

»fit^©K^3fc^) »ta#tc«k»;, 10. o.oi—iooomg/kgS: imfrb%cmz& 

[0 114] 

-X- i?^ — l-Jb 'If?' jlf'fW'^^D^"' (Japanese Jou 
mal of Medical Mycology) , |j§36#, Hl#. ^62-6411, 1995^) iC*^< 



6 0 ffiIE# 2003-3024572 




, mAmft%immK&v5o%&^m.jtmm ac 50 ) zw%.i>r~a m^m^mm 

iCte, isyM'rJ ' J ♦ TS/V K • *5*-T 7T>J?J\s (syntheti 

c amino acid medium, fungal (SAAMF :, («c) H*feW»* > * -») ) 

(Candida albicans) TIMM 1623£tttt£9A&tt£JM&« 1X10 4 
cella/«LKl3Efc*J:^«ne*«T?#3R-b, iill^bfe. 96* ? n 7° V- h 

mmzm&htc. asn^mmv. 36^wtfeK:ra«K:«F*»its:ai5ebfe. «&® 

[0 115] 
[«5] 



IC 50 Ug/mL) 



3 


0.5 




t 


4 


2 


7 


0.25 


9 


0.25 


1 0 


0.5 


1 2 


0.5 


1 4 


1 


1 8 


1 


1 9 


0.5 


2 2 


0.125 
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2 3 


0.125 


2 4 


2 


2 5 


2 


2 6 


2 


2 7 


0.0078 


2 8 


0.0156 


2 9 


0.0625 


3 0 


0.0313 



[0 1 16] 

$tSfcfif2 jjyV# - T)^^fsy^ (Candida albicans) iCfc-SV^X^JN^* 

iiyv# ■ T)]y\£tsy7siim i623&if^n-^¥«W (*«Hb*tt«) 

±, S0TC*e-*«*lbfcM#:S:*tt^31Alfe*K:Jil»U, IX 10 7 cells/mL©^ 
J8S?££iSiSbfc 0 -©a^&-^5 0®lGR^ilffiv^x (QMtt. #*20±1 
g) 0>JSMUCO.2mL (2X 10 6 CFU/V?>O lllfc. 2B£|HSk 

(T/c) ffi*3fr*©*8*i:bfc. 
[0 117] 

^-icfc^fifiM, B.w.e/U*^;K Bw-mzH (»±s/ys/rfl:^tt«) % 



2003-3024572 




dg-DMSO : mV^9-A/7sJV^^ri/ F 
[0 118] 

tfAS^Sg, 1 ,4-^^n^-2-^>5.00g^StI^> 70iCT*4B?|igg£#L£: < , 

l] xm^h, m&m®;<D4- { [ (E) -A-^u^-i-zfr-M ^-^e/ 

} h U ;i/2.49g£#fc 0 

^-NMRtCDClg) 8ffi : 3.99(2H,dd,J=7.3,0.7Hz) , 4.61(2H,dd,J=5.1,0.7Hz) , 5.9 
2-6.02(lH,m), 6.08(lH,dtt,J=15.4,7.3,0.7Hz) , 6.92-6.98(2H,m) , 7.56-7. 62( 
2H,m) 

[0 119] 

##12 

1- (2 ,4 h*ci"<yVfr) -2 ,3 -t^5^>^>0.79g&N,N 
-J?^f^;i/A7$ K9.0«LK:»iWS*. #?frT, 60%3kiHbf- b U 9 A0.12g 

hiJ^/0.84gCDN,N-^^^^*;i/AT^ F»*6.0mLS:«Tb, ^fi*e75#W 

fc 0 mmikm.7kxm?kffiwis, **y#&"2& 

7^-7 4 - mm®. ; ^nn/j>;i/A : *?-;vy;i/n-;i/=20 : 1] t**HKU e 

4 - {4- [4- (2,4 b^ffO^l/) -2,3-^^^V 

- 1 -tf^^^-;i/] -7b*ct/} h u;i/i.i6g&#fc 0 

*H-NMR(CDC1 3 ) 8 fit : 1.70-1. 90 (4H,m) , 3.42-3.48 (4H,m) , 3.53(2H,t,J=6.8H 
z),3.80(3H,s), 3.81 (3H,s), 4.03(2H,t, J=5.7Hz) , 4.63(2H,s), 6 . 42-6 . 48 (2H , 
m), 6.90-6.94(2H,m), 7.24-7.28(lH,m) , 7.50-7.59(2H,m) 
[0 12 0] 
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3 

4- {4- [4- (2 ,4-S?;* h*5/*>S?/l/) - 2 , 3 - - 1 - tf 

IT, hU 7;i/^nWmi2.5mL&itI^ 2B^6nS&3i»bfc. £/»T^> 

tttt ; ^nn*M : x^;i/T;vn-;i/=30 : 1] *e»i8U B&®7»©4- 
[4- (2,3-^^v-i-tr^^^~^) ^b^rS/] ^> V- b U ;V0.30g 

^H-NMRCCDClg) 8 'fit : 1.76-1. 88 (4H,m) , 3.54-3.62 (6H,m) , 4.05(2H,t,J=5.6Hz) 
, 6.90-6.96(2H,m), 7.50-7.60 (2H,m) , 8.46(lH,brs) 

[0121] 
##M4 

4- [2- (2 , 3 -*?**y- 1 -fc^^S?— /I/) Xh^ri/] ^>y-bu;i/ 
1 H-NMR(CDCl 3 )8>fii: 3.55-3.60(2H,m) , 3.75-3.82 (2H,m) , 3.91(2H,t,J=5.0Hz) 
, 4.27(2H,t,J=5.0Hz), 6.91-6.96(2H,m) , 7.47(lH,brs) , 7.57-7.63(2H,m) 
[0 12 2] 

4 _ (4 - •fU^E^'b^iy) h U/l/0.50g&x^/l/T/U:3-/I/5«LK:i8 

JC«f«%«*bfe. #e>*lfe»«ftKl*20«LS:Jn^., ^x^;i/20mLT*5iaWffi 

A : *^;i/y;i/n-;i/=30 : l] -e^SSU *sft»*©6- { [4- (4-S/7 

; 7l ;ifi/) ^/l/] 7^7} /\^>lfc*^/l/x;*-T-;i/0.65g8:#fe. 
1 H-NMR(CDC1 3 ): 1.35-1. 45 (2H,m) , 1.58-1. 70 (2H,m) , 1.84-2. 00 (4H,m) , 2.05-2 
.20(2H,m), 2.30(2H,t,J=7.2Hz), 2. 90-3.10(4H,m) , 3.66(3H,s), 4.02(2H,t,J= 
5.9Hz), 6.90-6.56(2H,m), 7.55-7.60(2H,m) , 9.41 (lH,brs) . 



miE4f 2003-3024572 



#2 002 — 060618 

[0 12 3] 

MMM2 

6- { [4- (4->>7;7x^i/) 7*JUl T$S) ^**>Bfc^^/I/X 
X-r-;i/0.65g$:3i^;i/T;V=i-;W.0mL{C^«?$ii:, *K#T> StfSTKSitf* 

£W£U £ 6lC#£;ft£^»fcM^;V10mL£#n*.> ®7»£21IfcLfc= 
#e>tlfe@J^ft%*6mLiC|S»S'ft> 6mol/U&^2mL£;&ll;t, lH?!Blitl8&5S«bfc 

v^n^;i/T;i/n-;i/&*ti^, M&H7»©6- [ (4- {4- [73 

#fc. 

IR(KBr)cm -1 : 3320, 1677, 1611 

%-NMR (dg-DMSO) : 1 . 25-1 . 40 (2H , m) , 1.45-1. 58 (2H,m) , 1.58-1. 69 (2H,m) , 1.72- 
1.90(4H,m), 2.22(2H,t,J=7.2Hz), 2.80-2.99(4H,m) , 4. 08-4.25 (2H, m) , 7.16(2 
H,d,J=8.3Hz), 7.86(2H,d,J=8.3Hz), 8.91(2H,brs) , 9.00(2H,brs) , 9.24(2H,br 

s) 

[0 12 4] 

6- [ (3- {4- its.; (>f^>0 7x;^j/) ^ntr;v) 

IR(KBr)cm _1 : 3122, 1700, 1676, 1608 

h-MR (d 6 -DMS0) 8 fe: 1.25-1. 40 (2H,m) , 1.45-1. 60 (2H,m) , 1.60-1. 72 (2H,m) , 
2.12-2.26(4H,m), 2.86(2H,brs) , 3.02(2H,brs) , 4.22(2H,t,J=6.1Hz) , 7.16(2H 
,d,J=8.9Hz), 7.91(2H,d,J=8.9Hz), 9. l-9.4(6H,m) , 12.1(lH,brs) 



ffi|E# 2 0 0 3 -3 



#2 002 — 060618 

[0 12 5] 

4 _ C3 _ (*^;i,y ^ y) :/nsK*S/] ^X75J?>m' 

IR (KBr) cm" 1 : 3308, 3164, 2797, 1676, 1610 

^-NMRCdg-DMSO) 8^g: 2. 13-2.21 (2H,m) ,2.55(3H,s) , 3.01-3. 08 (2H,m) , 4.23(2 
H,t,J=6.2Hz), 7.17(2H,d,J=8.8Hz), 7.96 (2H,d,J=8.8Hz) , 9.21 (2fl,brs) , 9.46 
(4H,brs) 

[0 12 6] 

■ncujws*, T^-m^-h u ^^o.23g&jn^ mweimmwiWLfra Rmu 

IR(n~ h)cm -1 : 2224, 2098, 1606 

*H-NMR (CDC 1 3) 8 -fit : 1 . 74-1 . 96 (4H , m) , 3.38(2H,t,J=6.6Hz) , 4.04(2H,t,J=6.1Hz 
), 6.90-6.98(2H,m), 7.56-7.62(2H,m) 
[0 12 7] 

mmm 6 

4 _ ( 4 -yp F^h^ri/) M);V0.70g&x^^/T^3-^7.0mLiC 

»j»&e*bfc. #e>tife«e«fS:x*^-^/7.0BLK:»«3-€:, ^mr^- 

fco #e>nfe^#lC^n:5 1 ;i/10mLiB^.> HHfcU a-feH3^4fe©4- (4-T 
^K^b^r^) ^>XT^ *;>#Bftlft0.95g«:^fe. 
IR(KBr)cm _1 : 3252, 2957, 2096, 1700, 1612 

1 H-NMR(d 6 -DMS0) 8f: 1.60-1. 90 (7H,m) , 3.42(2H,t, J=6.7Hz) , 4.12(2H,t,J=6. 



2 0 0 3 -3 




2Hz), 7.15(2H,d,J=8.8Hz), 7.3(3H,brs), 7.84(2H,d, J=8.8Hz) 
[0 12 8] 

4 _ (4 -7*; F7>^$/) K>XT ^ ^>0.48g£*^;VT;i/n-;i/5.0mLtC 

mmmwvtco BLmmr®.. mmzm&v. mmr^mm^^r^ m^nr=. 

^•CfflBIb, 4- (4-TS7^h*2/) *>XT$$*:/IMI*0.20g«:#fc 

o 

IR(KBr)cm _1 : 3043, 1668, 1608, 

^H-NMR(dg-DMSO) 8 -fit: 1.65-1.86 (4H,m) , 2.84(2H,t, J=7.3Hz) , 4.11(2H,t,J=6. 
1Hz), 7.16(2H,d,J=9.0Hz), 7.8(3H,brs), 7.87(2H,d,J=9.0Hz) , 9.0(lH,brs), 
9.3(2H,brs) 

[0 12 9] 

IR(KBr)cm~*: 3121, 1669, 1611, 

^H-NMR(dg-DMSO) 8 ||: 3.23(2H,t,J=5.1Hz) , 4.32(2H,t,J=5.1Hz) , 7.17-7.23(2 
H,m), 7.46(7H,brs), 7.85-7. 92 (2H,m) 
[0 13 0] 

mmm 9 

4- (3 -T^ y ^njJWpi') ^>X7 5^>ItS 
IR(KBr)cm _1 : 3346, 3100, 1668, 1609 

^-MRCdg-DMSO) dm- 2.04-2.12(2H,m), 2.90-3.00(2H,brm) , 4.21 (2H,t, J=6.2 
Hz), 7.17(2H,d,J=8.9Hz), 7.89(2H,d, J=8.9Hz) , 8.24(2H,brs) , 9.11(1H, brs) 
, 9.31 (2H, brs) 
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[0 13 1] 

mmm 1 o 

IR(KBr)cm _1 : 3353, 1676, 1610 

1 H-NMR(dg-DMS0)8#: 1. 41-1. 52 (2H,m) ,1.59-1. 69 (2H,m) , 1.69-1. 80 (2H,m) , 2 
.78(2H,brs), 4.09(2H,t,J=6.3Hz) , 7.15(2H,d,J=9.1Hz) , 7.86(2H,d,J=9.1Hz) , 
7.98(2H,brs), 8.99(2H,brs) , 9.23(2H,brs) 
[0132] 

mmm n 

IR(KBr)cm~^: 3039, 1677, 1609 

1 H-NMR(d 6 -DMS0)5«: 1.41(2H,brs) , 1.58-1.66 (2H,m) , 1.69-1. 78 (2H,m) , 2.7 
3-2.81(2H,m), 4.10(2H,t, J=5.6Hz) , 7.15(2H,d,J=8.4Hz) , 7.94(2H,d,J=8.4Hz) 
, 8.24(2H,brs) , 9.00-9.30(3H,brm) , 9.43(2H,brs) 
[0 13 3] 

mnw 1 2 

4 - [3- (2,3-^^-^y- i -tr^^s?-^) ?utf*s/l s<yX7s. 

S?>St^^0.20g£6mol/Lm^5.0mUC?£^£-t»\ lBfr|fflSl!8&3i8fcb, ^ffi~FlC?g 
[3- (2-T^;x^7^;) ^nsK^S/] ^>XT^^>m^0.14g% 
IR(KBr)cm _1 : 3368, 2716, 1674, 1608 

^-NMRCdg-DMSO)^: 2. 10-2.21 (2H,m) , 3.12(2H,t,J=6.8Hz) , 3.25(4H,s), 4. 
25(2H,t,J=6.0Hz), 7.18(2H,d,J=8.8Hz) , 7.91 (2H,d, J=8.8Hz) , , 8.63(2H, brs 
), 9.18(2H,brs), 9.36(2H,brs) , 9.98(2H,brs) , 
[0 13 4] 

mmrni 3 
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#2 002 — 060618 

{4 - [3- (2 ,3 i -vi^V—M >fn 7xx;i/ 
} *^;v#;wt^ >^tert-^;vx;*^;vo.30g£N,N-^*^;i/ 

/I/0.12«L&»TU ^St2^filffbfc„ &jS$g-&4&lC2K20mL;i3 «fc 0«g^ 
/l/20«L&fllia., lnol/L£lft*T?pH5»C|M8bfcfjL *J»&#3tbfc. 

, «jETK:»«S:«*bfe. #&*tfc*«*K: h^feit;^ V ^ ;vx 
-^/l/fcin*., Mb, &&mM®<D6- [4- (3- {4- C C (tert-y> 

*2/*/i/jKx/i/) U^y) ^ai^dpe/} yntr;i/) -2,3 

IR (KBr) cm -1 : 3374 , 1734 , 1692 , 1616 

VNMRCCDC^) 8 m- 1.25(3H,t,J=7.1Hz), 1.30-1. 40 (2H,m) , 1.55(9H,s), 1.55 
-1.70(4H,m), 2.10-2.20(2H,m), 2.29(2H,t, J=7.4Hz) , 3.40-3.60(6H,m) , 3.67( 
2H,t,J=6.9Hz), 4.06(2H,t,J=6.0Hz), 4.11(2H,q,J=7.1Hz) , 6. 90(2H,d, J=8.8Hz 
), 7.84(2H,d,J=8.8Hz) 
[0 13 5] 

mmm 1 4 

6 - [4 - (3 - {4 - C [ (tert-:/b^>>#;i/jtfx;i/) T^7] (-f ^ J 

) 7x;*s/} zfn\^}i) - 2 , 3 -sM-apv- 1 ^ 

^i?->^X^;VX^^;i/95mg&6mol/Lm^l.8mUC^$i±, 5B#|igfln#&3t?5f& b 
#H;L, Mb. 6&®7»<Z>6- ( {2 - [ (3 - {4 - [T^ ^ (>f ^ ,0 * 

7i;^i/} ^"ntf/iO y^y] x^;W y^7) ^^HSBftS^SBg 

IR(KBr)cm _1 : 3369, 2749, 1718, 1670, 1610 

^-NMRCDgO) 8-fiS: 1.2-1. 3(2H,m) , 1.4-1. 7 (4H,m) , 2.0-2.3(4H,m) , 2.9-3.1 (2H 
,m), 3.1-3.4(6H,m), 4.0-4.2(2H,m) , 6.9-7. 1 (2H,m) , 7.6-7.7(2H,m) 



6 9 
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#2 0 0 2 — 0 6 0 6 1 8 



[0 13 6] 

mmm 1 5 

H»Ji 3 ~ l 4 i: iiic b t o f oft^t &#fe„ 
n- {2- c (3- {4- [7^7 U^y) 7x;^>» ^ntr;i/) 

75;] x^;b} - js -7^ — 

IR(KBr)cm _1 : 3377, 3237, 2763, 1724, 1684, 1609*H-NMR(dg-DMSO) 8 -fit: 2.10 
-2.20(2H,m), 2.71 (2H,t , J=7.2Hz) , 3.09-3. 18(4H,m) , 3.29(4H,brs) , 4.22(2H, 
t,J=6.0Hz), 7.17(2H,d,J=8.8Hz), 7.85(2H,d,J=8.8Hz) , 8.90(2H,brs) , 9.21(2 
H.brs) 

[0 13 7] 

mmm 1 e 

4- ( {2- c (3- {4- ir$; (-f^;) ^ocy^s/} -/ntr;i/ 

IR(KBr)cm _1 : 3418, 2770, 1718, 1670, 1609 

*H-NMR (dg-DMSO-^O) 8 'fit ' 1.8-1.9(2H,m) , 2.1-2.2(2H,m) , 2.39(2H,t, J=7.4Hz 

), 3.00(2H,t,J=7.6Hz), 3.17(2H,t,J=7.6Hz) , 3.30(4H,s) , 4.21(2H,t,J=5.8Hz 
), 7.17(2H,d,J=9.0Hz), 7.83(2H,d,J=9.0Hz) 
[0 13 8] 

mmm 1 7 

4- (3- { [2- (^^;i/T^y) T$S) ^ntf**/) ^>X75 



IR(KBr)cm -1 : 2722, 1669, 1610 

^H-NMR (dg-DMSO+DgO) S H: 2. 14-2.21 (2H,m) , 2.68(3H,s) , 3.22(2H,t, J=7.6Hz) 
, 3.30-3.37(4H,m), 4. 19-4.23(2H,m) , 7.19(2H,d, J=8.8Hz) , 7.82(2H,d, J=8.8H 

z) 

[0 13 9] 

mmm i s 
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MMMl 3~14 £|i|$|{CbTo^<Dft-^£#fco 
4- (3- { [2- (zfU\fJlT5.S) T$J) ^JK^J/) ^>XT 

IR(KBr)cm -1 : 3318, 2771, 1673, 1609 

^H-NMR(dg-DMSO) 8 0.94(3H,t,J=7.0Hz) , 1.6-1.8(2H,m) , 2.18(2H,brs) , 2. 
90(2H,brs), 3.13(2H,brs) , 3.34(4H,brs) , 4.25(2H,brs) , 7.1-7.7(2H,m) , 7.1 
8(2H,d,J=6.8Hz), 7.89(2H,d,J=6.8Hz) , 9.19(2H,brs) , 9.30(2H,brs) 
[0 14 0] 

mmm 1 9 

HifeMl 3~14 fcBrtlUcUTo^OflS^WfcWfe. 
4 _ (3 _ { [2- (/\^>>;i/r^ ^) T^7) ^naK^S/) ^>XT 

IR(KBr)cm _1 : 2772, 1676, 1610 

^-NMRCdg-DMSO) 8>fii: 0.88(3H,t,J=6.6Hz) , 1.2-1. 4 (6H,m) , 1.6-1. 7 (2H,m) , 2 
.l-2.2(2H,m), 2.8-3.0(2H,m), 3.0-3.2(2H,m) , 3.2-3.4(4H,m) , 3.5(2H, brs) , 
4.2-4.3(2H,m), 7. 17(2H,d, J=7.8Hz) , 7.87(2H,d,J=7.8Hz) , 9.16(2H,brs) , 9. 
25(2H,brs) 

[0 14 1] 
MMffl 2 o 

4 - [3 - (2 ,s-s?**y- i -tJ*95>— /i>) -:/nstf*s/] 

nhU;b2.19g^:N,N-^^^;i/^;i/AT^ K24.0aUC»»3ii\ 60%**fll^ 
hU^A0.32mg^Jn^ gltWI^bfe. *K#T> 4- (3-^n=E-^ 

nsK^tO h y ;vi.92g©N ,N-t?^^;p^;i/Ar ^ K?£$t8.omL& 

iTU tat'3^Wbfc„ Ki««^*»c*30»Lfe*tJP^nn*^AS0«Llfc 

SUA, lmol/LaH$T?pHltcM!Ebfcfk ^mM5:^mbfe 0 

fll«:«SU &'&mi&®<D4- (3- {4- [3- (4-i/7;7x;^J/) ^ 

ntf;i/| -2,3-^^v-i-t^^^^-^} :/n#*S/) K>y~bU;i/3 

.30g£#fc= 



ffiIE#2 0 0 3-3 




IR(KBr)cm _i : 2222, 1660, 1603 

1 H-NMR(d 6 -DMS0) 8 1.96-2. 03 (4H,m) , 3.50(4H,t,J=6.8Hz) ,3.55(4H,s) , 4.0 
9(4H,t,J=6.1Hz) , 7.07-7. 11 (4H,m) ,7.74-7.78(4H,m) 
[0 14 2] 

mum * l 

4- (3- {4- [3- (4-i/T;7i;^) 7"n^] -2,3-^ 
! -tr/^^^r.;v} ^njJ<^^) ^> % -/x h V /l/2.16g&x^;V7;t/:3- 
;i/50.0mucs»£i3\ *K#T> *ft7te!*#*&i*c£fc** £»T?l2H3Ma;Bi#bfc 
- K*»T«, l*ffiTK:**fcW*U IffeW©4- {3- [4- (3- 

{4- [xb**/ (-f^y) 7x;^r>» yntf;i/) 

:f£^2.95g&#fc 0 
IR(KBr)cm _1 :3393, 2875, 1684, 1608 

^-NMRCdg-DMSO) 5 1.47(6H,t, J=7.0Hz) , 1.95-2. 05 (4H,m) , 3.46-3.62 (8H,m 
), 4.15(4H,t,J=6.0Hz), 4.61(4H,q,J=7.0Hz) , 7.16(4H,d,J=9.0Hz) , 8.16 (4H,d 
,J=9.0Hz), 11.22(lH,brs), 11.96(lH,brs) 
[0 14 3] 

4- {3- [4- (3- {4- [Xh3?S/ (>fS>0 Vzz)*V} ~? 

nn» -2,3-^^y-i-tr^^^x;v] 7u#*i/) >-r ^ F 

#£PU *rffl#t*:»IfcU jHfiH^«©4- {3- [4- (3- {4- [yS7 

x;i/] ynjH^S/) /<>XT5^>W^2.5ig&#fe. 

IR(KBr)cm _1 : 3117, 1670, 1609 

1 H-NMR(CD 3 0D)8«: 1.90(3H,s), 2.10-2.20(4H,m) , 3.64-3.76(8H,m) , 4.16(4H 
,t,J=5.9Hz), 7.10-7.20(4H,m), 7.75-7.80(4H,m) 
[0 14 4] 



7 2 
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mmw2 3 

mmrnz i~2 2 hiii:ttot(D^«i:#fc„ 

4- {2- [4- (2- {4- CT^7 (-T^y) 7 3i/4rS/} x^* 

) -2,3-^^y-l-H°^^^-;i/] xb3^>} /oxt^>1W£ 
IR(KBr)cm _1 : 3203, 1674, 1612 

*H-NMR (dg-DMSO) 5jj$. : 1.89(6H,s), 3.67(4H,s), 3.76(4H,t, J=4.8Hz) , 4.26(4H 
,t,J=4.8Hz), 7.16(4H,d,J=8.8Hz), 7.81 (4H,d, J=8.8Hz) 

[0 14 5] 
H»I2 4 

HJIM2 i~22 tLmmchx-D^^t^^r^o 

4 - {4- [4- (4- {4- [T^y (4^ J) t^frl 7x.J*cts) 'ttfr 

) _ 2 ,3->^^y-i-tf^^^-;v] ^b^^/} 

IR(KBr)cm _1 : 3134, 3049, 1654, 1610 

^-NMRCCDgOD) 5 W- 1.80-1 .86 (8H,m) , 1.90(6H,s), 3.56(4H, t,J=6.6Hz) , 3.65 
(4H,s), 4.14(4H,t,J=5.5Hz), 7.10-7. 14(4H, m) , 7.75-7.80(4H,m) 
[0 14 6] 

4 - {3- [4- (2- {4- [T^/ U^>0 X^ 

-2,3-^^-^V-i-^^^^-^] ^ntf*^) ^>X7^i?>»it 

m. 

IR(KBr)cm -1 : 3346, 3128, 1670, 1608 

^-NMRCdg-DMSO) 8 M' 1.97-2. 04 (2H,m) , 2.08(6H,s), 3.53(2H,t,J =6.8Hz), 3 
.55-3.60(2H,m), 3.67-3.71 (2H,m) , 3.77(2H,t,J =5.4Hz) , 4. 11 (2H,t,J=6.0Hz) 
, 4.27(2H,t,J=5.4Hz), 7.12(2H,d,J=8.8Hz) , 7.18(2H,d,J=9.0Hz) , 7.86(2H,d, 
J=8.8Hz), 7.90(2H,d,J=9.0Hz), 9.22(8H,brs) 
[0 14 7] 

mmm 2 6 

i~2 2 tm^^hx^^<D^m^nt^o 
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4 - ( { (E) -4- [4- (3- {4- [T^7 (4$ J) **JUl 7^J* 

*/} ^nt: 0 ;i/) - 2 , 3 -^^f V- 1 -^^V—frl -2.-~fr—M 
IR(KBr)cm _1 : 3164, 1669, 1610 

1 H-NMR(D 2 0)6ffi:1.96(6H,s), 2.10-2.20(2H,m) , 3.58-3.74(6H,m) , 4.10(2H,d 
,J=5.4Hz), 4.21(2H,t,J=5.4Hz), 4.75(2H,d, J=4.9Hz) , 5.86(lH,dt,J=15.6,5.4 
Hz), 5.93(lH,dt,J=15.6,4.9Hz), 7.04(2H,d, J=8.8Hz) , 7.10-7.20(2H,m) , 7.70 
-7.82(4H,m) 

[0 14 8] 
H«!I2 7 

4 _ {3 _ [4 _ ( 3 - { 4 - \y%J 7*J*rl/} 

tr;i/) - 2 ,3 -s^^v- i -tf^^^-;v] ^nd<=¥2/} ^>xr5s?>». 

^1.76g&6mol/UMft30.0«LIC»#3ii\ 5^|Sin»38SKbfc. £jfc#F7#* 6m 

*iftHj^»©4- [3- ( {2- c (3- {4- ir$; (4$ 7x7 

29g&#fc 0 

IR(KBr)cm _1 : 3306, 3162, 2714, 1674, 1609 

^H-NMR(dg-DMSO) 8 H: 2 . 14-2 . 22 (4H , m) , 3. 14(4H,brs) , 3.38(4H,s), 4.24(4H, 
t,J=6.1Hz), 7.18(4H,d,J=8.8Hz), 7.87(4H,d, J=8.8Hz) , 9.03(4H,brs) , 9.27(4 
H,brs), 9.82(4H,brs) 
[0 14 9] 

mnmz s 

4- [2- ( {2- c (2- {4- crs; c-r ^ ?*;*$<} x 

r^y] X^M T^J) xh^S/] ^>X7^^>tlS 
IR(KBr)cm _1 : 3312, 3097, 1662, 1609 

*H-NMR (dg-DMSO) 6 -fit: 3.41-3. 54 (8H,«) , 4.44(4H,brs) , 7.24(4H,d, J=8.4Hz) , 
7.90(2H,d,J=8.4Hz), 9.11(4H,brs) , 9.32(4H, brs) , 9.98(2H,brs) 
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[0 15 0] 

mum 2 7 t-mMK^x-D^oy^m^nr^ 

4 _ [4 _ ( {2- [ (4- {4- ITS.; U ^7) 7x.J*cis} 

T$J) ^>XT^^>Stt 
IR (KBr) cm -1 : 3320, 3164, 2717, 1676, 1609 

1 H-NMR(d 6 -DMS0)8#: 1.84(8H,brs) , 3.02(4H,brs) , 3.30-3.40(4H,m) , 4.13(4 
H,brs), 7.17(4H,d,J=8.5Hz), 7.87(4H,d, J=8.5Hz) , 9.04(4H,brs) , 9.27(4H,br 
s), 9.68(3H,brs) 

mmms o 

4 - [3- ( {2- C (2- {4- [T^y (-f^>0 7x7dr>>} X 

r^/] x^;W r^y) yn^^rt/] ^yxr^vymmm. 

IR(KBr)cm -1 : 3335, 3124, 2772, 1671, 1609 

*H-NMR(dg-DMSO) 8 2.20(2H,brs) , 3.14(2H,brs) , 3.30-3.60 (6H,brm) , 4.26 
(2H,brs), 4.46(2H,brs), 7.17(2H,d,J=7.8Hz) , 7.25(4H,d, J=7. 1Hz) , 7.80-8.0 
0(4H,brm), 9.19(4H,brs) , 9.30-9. 50 (4H,brm) , 10.05(4H,brs) 
[0 15 1] 
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